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Elucidating of inhibition mechanism of anti-histamines for the

iR ZfENE L, HERD 357D 1 FRE ORI CU AR DRIFN E TEITH Z L& AREL
L7z, Z OB RER - FHRZZ A NWD 2 & T, GPCR D—o2Th bbb 2% I H Z4AK (HR)
DOREFEICKRD L, E—ROf e AX I VE N E L LOEAEREELHA LMLz
E BT ONARREE L0 S RERIRMEIC D Db D= 7 = A& R L 7-.

WFIERR OBEEE (330) -

We developed a platform using budding yeast (S. crevisiae) and green fluorescent protein
(GFP) for the rapid construction and evaluation of GPCR variants for structural studies. This
platform cut the process time in one third. We produced a stable and highly-expressed
histamine H, receptor (H;R) using this platform. We determined the crystal structure of the
H;R in complex with doxepin, an inverse agonist antihistamine. The H;R structure provides
key information that should aid the development of highly selective antihistamines.
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